U.S. Patent No. 10/763.539 
Attorney Docket No. 103900.B 100854 

Page 2 



LISTING OF CLAIMS: 

I. (Previously Presented) A method of promoting remyelination of nerve cells in a mammal 
comprising administering to the mammal in need thereof a compound in a remyelinating 
effective amount, wherein the compound is of formula I below: 
O R 3 R 5 O 

, ii i i ii 

R 1 S N CH Q CH C. 

II L OH 
O R 

wherein 

R 1 is selected from the group consisting of alkyl substituted alkyl. aryl substituted aryl 
cycloalkyl, substituted cycloalkyl, heterocyclic, substituted heterocylic. heteroaryl and 
substituted heteroaryl; 

R 2 is selected from the group consisting of hydrogen, alkyl. cycloalkyl substituted 
cycloalkyl, cycloalkenyl, substituted cycloalkenyl, heterocyclic, substituted heterocyclic, 
substituted alkyl aryl substituted aryl heteroaryl, substituted heteroaryl. and R 1 and R 2 together 
with the nitrogen atom bound to R 2 and the SO: group bound to R 1 can form a heterocyclic or a 
substituted heterocyclic group: 

R J is selected from the group consisting of hydrogen, alkyl, substituted alkyl. cycloalkyl 
substituted cycloalkyl aryl, substituted aryl, heteroaryl substituted heteroaryl heterocyclic, 
substituted heterocyclic and, when R 2 does not form a heterocyclic group with R. 1 , R 2 and R 3 
together with the nitrogen atom bound to R 2 and the carbon atom bound to R 5 can form a 
heterocyclic or a substituted heterocyclic group; 

R^ is -(ClbX-Ar-R* where R y is selected from the group consisting of -0-Z-NR s R s and - 
O-Z- R 8 wherein R* and R s are independently selected from the group consisting of hydrogen, 
alkyl, substituted alkyl, cycloalkyl substituted cycloalkyl heterocyclic, and substituted 
heterocyclic, or R 8 and R ,v are joined to form a heterocycle or a substituted heterocycle, R s? ' is 
selected from the group consisting of heterocycle and substituted heterocycle, and Z is selected 
from the group consisting of -C(O)- and -S0 2 -; 

Ar is aryl, heteroaryl substituted aryl or substituted heteroaryl; 
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x is an integer of from I to 4; 

Q is -C(X)NR 7 - wherein R 7 is selected from the group consisting of hydrogen and alkyl; 
and X is selected from the group consisting of oxygen and sulfur: 
and pharmaceutical ly acceptable salts thereof 

2. (Previously Presented) A method of promoting remyelination of nerve cells in a 
mammal comprising administering to the mammal in need thereof a compound in a 
remyelinating effective amount, wherein the compound is of formula IA below: 

R 3 R 5 O 



j 


j 


!— i 

c 


> 1 

1 1 

) F 


1> 



fi IA 
R S N CH Q CH C R 6 



wherein: 

R 1 is selected from the group consisting of alkyl, substituted alkyl, aryl, substituted aryl, 
cycloalkyl, substituted cycloalkyl, heterocyclic, substituted heterocylic, heteroaryl and 
substituted heteroaryl; 

R 2 is selected from the group consisting of hydrogen, alkyl, cycloalkyl, substituted 
cycloalkyl, cycloalkenyl, substituted cycloalkenyl, heterocyclic, substituted heterocyclic, 
substituted alkyl. aryl, substituted aryl, heteroaryl, substituted heteroaryl, and R 1 and R 2 together 
with the nitrogen atom bound to R 2 and the S0 2 group bound to R 1 can form a heterocyclic or a 
substituted heterocyclic group; 

R 3 is selected from the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl 
substituted cycloalkyl, aryl, substituted aryl. heteroaryl, substituted heteroaryl, heterocyclic, 
substituted heterocyclic and, when R 2 does not form a heterocyclic group with R 1 , R 2 and R 3 
together with the nitrogen atom bound to R 2 and the carbon atom bound to IV can form a 
heterocyclic or a substituted heterocyclic group; 

R 5 is - (CH2)x-Ar-R 5 where R 5 is selected from the group consisting of -0-Z-NR 8 R s and 
-O-Z- R 8 wherein R 8 and R s are independently selected from the group consisting of hydrogen, 
alkyl, substituted alkyl. cycloalkyl, substituted cycloalkyl. heterocyclic, and substituted 
heterocyclic, or R s and R s are joined to form a hetcrocycle or a substituted hcterocycle. R s is 
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selected from the group consisting of heterocycle and substituted heterocyclic, and Z is selected 
from the group consisting of-C(O)- and -SQ2-: 

Ar is aryl, heteroaryl, substituted aryl or substituted heteroaryl; 

x is an integer of from I to 4; 

R 6 is selected from the group consisting of 2,4-dioxo-ietrahydrofuran-3-yl (3.4-enol). 
amino, alkoxy, substituted alkoxy. cycloalkoxy, substituted cycloalkoxy, -O-(N-succinimidyl). - 
NH-adamantyl, -0-cholest-5-en-3-P-yL -NHOY where Y is hydrogen, alkyl, substituted alkyL 
aryl, and substituted aryl. -NH(CH 2 ) P COOY where p is an integer of from I to 8 and Y is as 
defined above, -OCH 2 NR 9 R 10 where R 9 is selected from the group consisting of -C(0)-aryl and - 
C(0)-substituted aryl and R 10 is selected from the group consisting of hydrogen and - 
CH2COOR 11 where R n is alkyl and -NHS0 2 Z* where T is alkyl, substituted alkyL cyctoalkyL 
substituted cycloalkyl. aryl, substituted aryl, heteroaryl, substituted heteroaryL heterocyclic and 
substituted heterocyclic; 

Q is -C(X)NR 7 - wherein R 7 is selected from the group consisting of hydrogen and alkyl; 
and X is selected from the group consisting of oxygen and sulfur; 

and pharmaceutical ly acceptable salts thereof 

with the following provisos 

(A) when R 1 and R* together with the SO2 group pendent to R 1 and the nitrogen pendent 
to R 2 form a saccharin-2-yl group, W is -CH3, is 

/7-[(CH 3 ) 2 NC(0)0-]benzyl and Q is -C(0)NH- then R 6 is not -OC(CH 5 ) 3 ; 

(B) when R 1 is p-methylphenyL R 2 and R 3 together with the nitrogen atom pendent to R 2 
and the carbon atom pendent to R 3 form a pyrrodinyl ring derived from D-proline; R'" 5 is />((4- 
methylpiperazin-l-yl)NC(0)0-]benzyl derived from D-phenylalanine and Q is -C(0)NH- then 
R 6 is not -OC(CH 3 ) 3 ; 

(C) when R 1 is pyrimidin-2-yl, R 2 and R 3 together with the nitrogen atom bound to R 2 
and the carbon atom bound to R 3 form a pyrrolidinyl ring, R 5 is /?-[(CH3)2NC(0)0-]benzyl and Q 
is -C(0)NH- then R 6 is not -OC(CH 3 ) 3 ; and 

(D) when R 1 is /?-methyl phenyl, R 2 and R 3 together with the nitrogen atom pendent to R 2 
and the carbon atom pendent to R 3 form a (2S)-piperaziiv2-carbonyl ring; R 5 is p- 
[(CH 3 ) 2 NC(0)0-]benzyl and Q is -C(0)NH- then R 6 is noi -OC(CH 3 ) 3 . 
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3. (Withdrawn) A method of promoting remyelination of nerve cells in a mammal 
comprising administering to the mammal in need thereof a compound in a remyelinating 
effective amount, wherein the compound is of formula U below: 

R 23 O 

R 21 S0 2 -N(R 22 )-C— Q— CH— C— OH 

H R 25 1| 

wherein: 

R 21 is selected from the group consisting of alkyl. substituted alkyl, aryl, substituted aryl, 
cycloalkyl, substituted cycloalkyl, heterocyclic, substituted hetcrocylic, hcteroaryl and 
substituted heteroaryl; 

R 22 is selected from the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl 
substituted cycloalkyl cycloalkenyl. substituted cycloalkenyl, heterocyclic, substituted 
heterocyclic, aryl, substituted aryl, heteroaryl, and substituted heteroaryl, or R 2i and R 22 together 
with the nitrogen atom bound to R 22 and the S0 2 group bound to R 2! can form a heterocyclic or a 
substituted heterocyclic group: 

R~" is selected from the group consisting of hydrogen, alkyl, substituted alkyl. cycloalkyl, 
substituted cycloalkyl, aryl, substituted aryl, heteroaryl.. substituted heteroaryl, heterocyclic, and 
substituted heterocyclic or R 22 and R 23 together with the nitrogen atom bound to R 22 and the 
carbon atom bound to R 2 "* can form a saturated heterocyclic group or a saturated substituted 
heterocyclic group with the proviso that when monosubstituted, the substituent on said saturated 
substituted heterocyclic group is not carboxyl; 

Q is -C(X)NR 7 - wherein R 7 is selected from the group consisting of hydrogen and alkyl; 

X is selected from the group consisting of oxygen and sulfur; and 

R 25 is -CTbAr 22 -R 2:> where Ar 22 is aryl or heteroaryl and R 2> is selected from the group 
consisting of aryl heteroaryl, substituted aryl, substituted heteroaryl, heterocyclic, substituted 
heterocyclic, aryloxy, substituted aryloxy, aralkoxy, substituted aralkoxy. hcteroaryloxy. 
substituted hcteroaryloxy, heterocyclie-O-, substituted heterocyclic-O-, heteroaralkoxy. and 
substituted heteroaralkoxy ; 



U.S. Patent No. 10/763.539 
Attorney Docket No. 1 039Q0.B 100854 

Page 6 



and pharmaceutical!}' acceptable salts thereof. 

4. (Withdrawn) A method of promoting remyelination of nerve cells in a mammal 
comprising administering to the mammal in need thereof a compound in a ^myelinating 
effective amount, wherein the compound is of formula II A below: 

R 23 O 
R 21 — S0 2 -N(R 22 >C-Q-CH-C-R 26 

H R 25 IIA 

where 

R 3! is selected from the group consisting of alkyl, substituted alkyl. aryL substituted aryL 
cycloalkyL substituted cycloalkyL heterocyclic, substituted heterocylic, heteroaryl and 
substituted heteroaryl; 

R 2i is selected from the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyL 
substituted cycloalkyL cycloalkenyL substituted cycloalkenyL heterocyclic, substituted 
heterocyclic, aryL substituted aryL heteroaryl, and substituted heteroaryl, or R 21 and R 22 together 
with the nitrogen atom bound to R 22 and the S0 2 group bound to R 21 can form a heterocyclic or a 
substituted heterocyclic group; 

R 23 is selected from the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyL 
substituted cycloalkyl, aryL substituted aryL heteroaryl, substituted heteroaryl, heterocyclic, and 
substituted heterocyclic, or R 22 and R 23 together with the nitrogen atom bound to R 22 and the 
carbon atom bound to R 23 can form a saturated heterocyclic group or a saturated substituted 
heterocyclic group with the proviso that when monostibstituted, the substituent on said saturated 
substituted heterocyclic group is not carboxyl; 

R 25 is -CH 2 Ar 2 -R 25 where Ar 22 is aryl or heteroaryl and R 25 ' is selected from the group 
consisting of aryL heteroaryl, substituted aryL substituted heteroaryL heterocyclic, substituted 
heterocyclic, aryloxy, substituted aryloxy, aralkoxy. substituted aralkoxy. heteroaryloxy, 
substituted heteroaryloxy, heterocyclic-©-, substituted heierocycljc-O-, heteroaralkoxy. and 
substituted heteroaralkoxy : 
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R 26 is selected from the group consisting of 2,4-dioxo-tetrahydroluran-3-yl (3,4-enol). 
amino, alkoxy, substituted aiko.xy : cycloalkoxy, substituted cycloalkoxy, -O-CN-succinimidyl), - 
NH-adamantyl. -0-cholest-5-en-3-p-yl, -NHOY where Y is hydrogen, alkyl, substituted alky!, 
aryl. and substituted aryl, -NH(CH 2 ) p COO Y where p is an integer of from I to 8 and Y is as 
defined above. -OCH 2 NR 29 R 30 where R« is selected from the group consisting of -C(0)-aryl and 
-C(0)-substituted aryl and R 30 is selected from the group consisting of hydrogen and - 
CH 2 COOR 31 where R 31 is alkyl. and -NHS0 2 Z' where Z' is alkyl. substituted alkyl. cycloalkyf 
substituted cycloalkyl, aryl, substituted aryl. heteroaryl. substituted heteroaryl. heterocyclic or 
substituted heterocyclic; 

Q is -C(X)NR 7 - wherein R 7 is selected from the group consisting of hydrogen and alkyl; 

and 

X is selected from the group consisting of oxygen and sulfur; 
and pharmaceutically acceptable salts thereof. 

5. (Original) A method of promoting remyelination of nerve cells in a mammal 
comprising administering to the mammal in need thereof a compound in a remyelinating 
effective amount, wherein the compound is of formula IB below: 




wherein: 



Ar 1 is selected from the group consisting of aryl. subst ituted aryl, heteroaryl. and 
substituted heteroaryl; 

Ar is selected from the group consisting of aryl, substituted aryl. heteroaryl and 
substituted heteroaryl; 
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R 12 is selected from the group consisting of alkyl, substituted alkyl, cycloalkyl. and 
substituted cycloalkyl or R 12 and R 13 together with the nitrogen atom bound to R l2 and the carbon 
atom bound to R 13 form a heterocyclic or substituted heterocyclic group; 

R 13 is selected from the group consisting of hydrogen, alkyl, and substituted alkyl, or R 12 
and R ,J together with the nitrogen atom bound to R ,2 and the carbon atom bound to R 13 form a 
heterocyclic or substituted heterocyclic group: 

R 14 is selected from the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl. 
substituted cycloalkyl aryl, and substituted aryl; 

R 15 is selected from the group consisting of alkyl, and substituted alkyl. or R 15 and R 16 
together with the nitrogen atom to which they are bound form a heterocyclic or substituted 
heterocyclic group; 

R 16 is selected from the group consisting of alkyl and substituted alkyl or R 15 and R 16 
together with the nitrogen atom to which they are bound form a heterocyclic or substituted 
heterocyclic group; and 

Y is selected from the group consisting of -0-. -NR 100 -, and -CH 2 - wherein R ,0 ° is 
hydrogen or alkyl; 

and pharmaceutical!}' acceptable salts thereof. 

6. (Original) The method according to claim 5, wherein R 12 is alkyl, substituted 
alkyl, or R 1 2 and R 13 together with the nitrogen atom bound to R 12 and the carbon atom bound to 
R 13 form a heterocyclic or substituted heterocyclic group; and R M is hydrogen or alkyl, 

7. (Original) The method according to claim 5. wherein Ar j is selected from the 
group consisting of phenyl, 4-methyIphenyL 4-/-butyiphcnyI, 2,4,6-irimcthylphenyl, 

2- fluorophenyl, 3-fluorophenyl, 4-fluorophcnyl, 2.4-difluorophenyk 3,4-difluorophenyk 
3,5-difluorophcnyl, 2-chlorophcnyl, 3-chlorophenyl, 4-chlorophenyl, 3,4-dichlorophenyI. 
3,5-dichlorophcnyl, 3-chloro-4-fluorophenyl, 4-bromophenyl, 2-methoxyphenyl, 

3- meihoxyphenyl, 4-mcthoxyphenyl, 3,4-dimethoxyphenyl, 4-/-butoxyphenyl, 

4- (3 , -dimelhylamino-/7-propoxy)-phenyL 2-carboxyphenyK 2-(methoxycarbonyl)phenyl, 
4-(H 2 NC(0)-)phenyl f 4-(H 2 NC(S)-)phenyl, 4-cyanophenyl, 4-trifluoromethylphenyl, 
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4-trifluoromethoxyphenyl, 3,5-di-(trifluoromethyl)pheny|, 4-nitrophenyl, 4-aminophcnyl, 
4-(CH 3 C(0)NH-)phenyl, 4-(PhNHC(0)NH-)phenyl. 4-amidinophenyl, 

4- methyl a midinophenyl,4-fCH. ) SC(=NH)-]phenyl,4<hloroO-[H 2 NS(0) 2 -Jphenyl. 
l-naphthyl, 2-naphthyl, pyridin-2-yl, pyridin-3-yl, pyridine-4-yk pyrimidin-2-yl.. 

qiiinolin-g-yl^-arinuoroacetyO-I^J^-tetrahydroisoquinolin-y-yl. 2-thienyi. 

5- chloro-2-thienyL 2,5-dichloro-4-thienyl, l-Mmethylimidazol-4-yl, l-,V-methylpyrazol-3-yl, I- 
A'-methylpyrazoU-yl, l-AMn.lylpyrazol-4-yl. l-/V-methy|-3-methy|-5-chloropyrazol-4-y!. I -A ; - 
methyl-5-melhyl-3-chloropyrazol-4-yl. 2-thiazolyl and S-methyl-IJ^-thiadiazol^-yl. 

8. (Original) The method according to claim 5, wherein R 12 and R 13 together with 
the nitrogen atom bound to R 12 and the carbon atom bound to R 13 form a heterocyclic or 
substituted heterocyclic of the formula: 




(R')n 

wherein 

X is selected from the group consisting of -S-. -SO-. -SO,, and optionally substituted - 

CH r ; 

m is an integer of 0 to 12: 
n is an integer of 0 to 2; and 

R' is selected from the group consisting of alkyl, substituted alkyl, and amino. 

9. (Original) The method according to claim 8, wherein m is K X is -S- or -CH r . R' 
is alkyl or substituted alkyl. 

10. (Original) The method according to claim 8. wherein R 13 and R 13 together with 
the nitrogen atom bound to R 12 and the carbon atom bound to R 13 form a heterocyclic or 
substituted heterocyclic selected from the group consisting of azetidinyl, thiazolidinyl. 
piperidinyl, piperazinyl, thiomorpholinyl, pyrrolidinyL 4-hydroxypyrrolidinyl, 
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4-oxopyrrolidinyl,4-nuoropyrrolidinyl, 4.4-difluoropyrrolidinyl, 4-(thiomorpholin-4-ylC(0)0- 
)pyrrolidinyl, 4-[CH,S(0) 3 0-]pyrrolidinyl. 3-phenylpyrfolidinyl. 
3-thiophenylpyrrolidinyl, 4-aminopyrrolidinyL 3-meihoxypyrrolidinvl, 

4,4-dimethylpyrrolidinyK 4-jV-Cbz-pipcrazinyl. 4-[CH 3 S(0) 2 -]pipera2inyl. thiazolidin-3-yl, 5 : 5- 
dimethyl-thia2olidin-3-yl,5,5-dimethyUhiazolindin-4-yl, U-dioxo-thiazolidinyl, 
U-dioxo-5,5-dimethylthiazolidin-2-yland U-dioxothiomorpholinyl. 

1 1 • (Original) The method according to claim 5, wherein Ar is selected from the 
group consist ing of phenyl. 2-pyridyl. 3-pyridyl, 4-pyridyl, and 4-pyrid-2-onyl. 

12. (Original) The method according to claim 5. wherein Y is -CK and when Y is -O- 
. the moiety -OC(0)NR l5 R i6 is selected from the group consisting of (CH 3 ) 2 NC(0)0-. 
(piperidin- 1 -vl)C(0)OM4-hvdroxy^ 

(4-ethoxycarbonylpiperidin- 1 -yl)C(0)0-, (4-carboxylpiperidin- 1 -y|)C(0)0-. 
(3-hydroxymethyIpiperidin- 1 -yl)C(0)0-, (4-hydroxymethylpiperidin- 1 -yl)C(0)0-. 
(4-piperidon- 1 -yl ethylene kelal)C(0)0-, (piperazin- 1 -yl)-C(0)0-. ( I -Boc-pipcrazin-4-v!)- 
C(0)0-, (4-methylpiperazin- 1 -yl)C(0)0-, (4-methylhomopiperazin- 1 -yl)C(0)0- : 
(4-(2-hydroxyethyl)piperazin-l -yl)C(0)0- : (4-phenylpiperazin- 1 -yl)C(0)0-, (4-(pyridin-2- 
yDpiperazin- 1 ]-yl)C(0)0-, (4-(4-trinuoromethy|pyridin-2-yl)piperazin- 1 -yl)C(0)0-, 
(4-(pyrimidin-2-yl)piperazin- 1 -yl)C(0)0-, (4-acetylpiperazin- 1 -yl)C(0)0-, (4-(phenylC(0)- 
)piperazin-l-yl)C(0)0-, (4-(pyridin-4'-ylC(0)-)piperazin-l-y|)C(0)0 ! (4-(phenylNHC(0)- 
)piperazin- 1 -yi)C(0)0-, (4-(phenylNHC(S)-)piperazin- 1 -yl)C(0)0-, 

(4-mcthanesulfonylpi P erazin-l-yI-C(0)0^(44rinuoromethanesulfonylpiperazin-l-yl-C(0)0-. 
(morpholin-4-yl)C(0)0-, (thiomorpholin-4-yl)C(0)0-, (thiomorpholin-4'-yl sulfone)-C(0)0-, 
(pyrrolidin- 1 -yl)C(0)0-. (2-methylpyrrolidin-l -yl)C(0)0-, 

(2-(methoxycarbonyl)pyrrolidin- 1 -yl)C(0)0-, (2-(hydroxymethyl)pyrrolidin- 1 -yl)C(0)0-, (2- 
(N.N-dimethylamino)ethyl)(CH; i )NC(0)0- ! (2-(N-methyl-N-toluene-4- 
sulfonyiamino)ethyl)(CH,)N-C(0)0-, (2-(morpholin-4-yl)ethyl)(CH.,)NC(0)0-, 
(2-(hydroxy)ethyl)(CH 3 )NC(0)0-, bis(2-(hydroxy)ethyl)NC(0)0-, 
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(2-(formy! 0 xy)ethyl)(CH 3 )NC(0)0, (CH,0C(0)CH a )HNC(O)0.. and 2-f(phenylNHC(0)0- 
)ethyl-]HNC(0)0-. 

13. (Original) A method of promoting remyelination of nerve cells in a mammal 
comprising administering to the mammal in need thereof a compound in a ^myelinating 
effective amount, wherein the compound is of formula IC below: 




IC 



wherein 



R* is hydroxy or C,. s alkoxy: and 
pharmaceutical ly acceptable salts thereof. 

14. (Cancelled) 

15. (Withdrawn) A method of promoting remyelination of nerve cells in a mammal 
comprising administering to the mammal in need thereof a compound in a remyelinating 
effective amount, wherein the compound is of formula IIB below: 



Ar 3 ' // 
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wherein: 

Ar 31 is selected from the group consisting of aryl, substituted aryl, heteroaryL and 
substituted heteroaryl; 

R^ 2 is selected from the group consisting of alkyl, substituted alkyl, cycloalkyl, and 
substituted cycloalkyl or R 32 and R 33 together with the nitrogen atom bound to R 32 and the carbon 
atom bound to R ji form a heterocyclic or substituted heterocyclic group; 

R is selected from the group consisting of hydrogen, alkyl, and substituted alkyl. or 
and R 33 together with the nitrogen atom bound to R 32 and the carbon atom bound to R 33 form a 
heterocyclic or substituted heterocyclic group; 

R 34 is selected from the group consisting of hydrogen, alkyl. substituted alkyl. cycloalkyl. 
substituted cycloalkyL aryl, and substituted aryl; and 

R 37 is aryl, heteroaryl, substituted aryl, substituted heteroaryL heterocyclic, substituted 
heterocyclic, aryloxy, substituted aryloxy. aralkoxy, substituted aralkoxy, heteroaryloxy, or 
substituted heteroaryloxy; 

and pharmaceutical^ acceptable salts thereof. 

16. (Withdrawn) The method according to claim 15, wherein R j2 is alkyl, substituted 
alkyl, or R 32 and R 33 together with the nitrogen atom bound to R 33 and the carbon atom bound to 
W 3 form a heterocyclic or substituted heterocyclic group: and R j4 is hydrogen or alkyl. 

1 7. (Withdrawn) The method according to claim 15. wherein R J/ is aryl, substituted 
aryl, heteroaryL substituted heteroaryl, heterocyclic, or substituted heterocyclic. 

1 8. ( Withdrawn) The method according to claim 1 7, wherein R J? is substituted aryl, 
wherein the aryl is substituted with one to three substituenis independently selected from the 
group consisting alkyl and alkoxy. or a substituted heteroaryl, wherein the heteroaryl is 
substituted with one to three substituents independently selected from the group consisting alkyl. 
alkoxy, and oxo. 
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19. (Withdrawn) The method according to claim 1 7. wherein R }1 is substituted aryl 
or substituted heteroaryl wherein aryl or heteroaryl is 2,6-di-subsiiluted. 

20. (Withdrawn) The method according to claim 19, wherein R 37 is selected from the 
group consisting of 2,6-dialkoxyaryl, 2,6-diaikoxyheteroaryl, 2-alkyl-6-alkoxyaryl : 2-alkyl-6- 
alkoxyheteroaryl, 2-oxo-6-alkoxyheieroaryl. 2-oxo-6-alkylheteroaryl. and optionally substituted 
imidazolidin-2,4-dion-3-yl. 

21 (Withdrawn) The method according to claim 15, wherein Ar 3} is selected from 
the group consisting of 4-methylphenyl, 4-chlorophenyL 1 -naphthyl, 2-naphthyl, 
4-methoxyphenyl, phenyl, 2,4.6-irimethylphenyl, 2-(methoxycarbonyl)phenyl s 
2-carboxyphenyI, 3,5-dichlorophenyI. 4-trifluoromethylphenyl, 3,4-dichloropheny), 

3.4- dimethoxyphenyl, 4-(CHjC(0)NH-)phenyl, 4-trifluoromcthoxyphenyL 4-cyanophenyl, 3,5- 
di-(tritluoromethyl)phenyl, 4-/-butylphenyl, 4-/-butoxyphenyl. 4-nitrophenyl. 2-thienyl, 1-N- 
methyl-3-methyl-5<hloropyrazol-4-yI, l-N-methylimidazol-4-yl, 4-bromopheny!, 
4-amidinophenyl, 4-meihylamidinopheny!, 4-[CH 3 SC(=NH)]phenyl, 5-chloro-2-thienyl, 

2.5- dichloro-4-thienyL ! -N-methyM-pyrazoiyl, 2-thiazolyI, 5-methyl-l,3 s 4-thiadiazol-2-yl. 4- 
[H 2 NC(S)]phcnyl, 4-aminophenyl, 4-fluorophenyl, 2-lluorophenyl, 3-fluorophenyl, 
3,5-difluorophenyl, pyridin-3-yl, pyrimidin-2-yl s 4-(3N-dimethylamino-w-propoxy)-phenyi, and 
I -methylpyrazol-4-yI. 

22. (Original) A method of promoting remyelination of nerve cells in a mammal 
comprising administering to the mammal in need thereof a compound in a remyelinating 
effective amount, wherein the compound is selected from the group consisting of: 

AHtoluene-4-sulfonyl)-L-prolyN 

ethyl ester 



AHloluene^-sulfonyO ethyl 
ester 
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*-(toluene-4-su1^ 
isopropyl ester 

A^toiuene-4-sulfonyl)-L-proM^ 
/7~butyl ester 

AMloIuene-4-suIfbnyi)^ 
cyclopentyl ester 

AKtoluene.4-sulfonyl)-L-prolyl-L-4-(4.methy!piperazin-.] -ylcarbonyloxy)phenylalanine 
ter/-butyl ester 

AHtoluene-4-su!^ 

AKtoluenc-4-sulfonyl)-L^^ isopropyl 
ester 

AHtoIuene-4-sLiifbny!)-I^ w-butyl 
ester 

AHtoluene^-sulfonylM,-proIyl-W^ 
cyclopentyl ester 

AKtoIuene-4-sulf6nyl)rL^^^ /er/-butyl 
ester 

AMto!uenc-4~sulfbnyl)-L-p^ 

A4toluene-4-suironyl)-L-proiy!-L-4-(isonipecotoyloxy)phenylala ester 



U.S. Patent No. 10/763.530 
Attorney Docket No. 1 03900. B 100854 

Page 15 

AHa-toluene S ulfonyl)-L-prolyl-^ es[er 

A'-(a-toluenesuironyl)-L-prolyl-^ 

AHtoluene-4- S ulfonyl)-L-proly^ 
ester 



^toluene^.sulfonyl)-L-prolyl-L^|./e/v-buiylcarbonyloxy-4-phenylpiperidin^- 
ylcarbonyloxy)phenylalanine ethyl ester 

/V-(toluene-4-sidfonyl)-L-(5,5-diniethyl)thiaprolyl4.-4-(MA'- 
dimcthylcarbamyloxy)phenylalanine isopropyl ester 

A / -(toluene-4-sulfonyl)-L-(5,5-dimethyr)thiaprolyl-L-4-{A'./V- 
dimethylcarbamyloxy)phenylalanine fm-buiyl ester 

A4toluene-4-sulfonyl)-L-(5,5-dimethyl)thiaprolyl-L-4-(A' 1 A'- 
dimcthylcarbamyloxy)phenylalanine 

AHioluene-4-sulfonyl)-L-[(IJ^ioxo)thiamorpholin-3-carbonyl]-L-4-(A' ! A'- 
dimethylcarbamy!oxy)phenylalaniiie /e/v-butyl ester 

A'-(toluene-4-sulfonyl)-L-[( 1 , 1 -dioxo)thiamorpholin-3-carbonyij-L-4-(A',A'- 
dimethylcarbamyloxyOphenylalanine 

AHtoluene-4-sulfonyl)-L-(5 ; 5-dimethyl)thi a p r olyl-L-4^4-methyI P ipera Z in-l- 
ylcarbonyloxy)phenylalanine len-buiyl ester 

A-(to!ueiie-4- S ulfbnyl)-L-(5.5-dinxnhyl)thiaprolyl-L-4K4-niethylpi P crazin-]- 
ylcarbonyloxy)phenylalanine 
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A4toIuene-4-sulfonyl)sarcosyM isopropyl 
ester 

Af-(toluene-4-sulfonyl)sarcosyl-L-4-(A^-dimeihylcarbamy^ /<?r/-butyl 
ester 

At(toluene-4-sulfonyl)sarcosy^ 

A r -(l-methylimidazole-4*suironyl)-L*prolyl-L-4-(A r y A / - 
dimethylcarbamyloxy)phenylalanine /m-butyl ester 

AH4-aminobenzcnesulfonyl)-L-proM 
rerf-butyl ester 

AKtoluene-4-sulfonyl)sarcosyU rer/-buryl 
ester 

A'-(toluene-4-suIfbnyi)~L-prolyI4,^ tert- 
butyl ester 

AHu-toluencsulfonyl)-L-(5.5-diniethyI)lhiaproly|-L-4-(AOV- 
dimethylcarbamyloxy)phenylalanine 

A r -(toluene-4-sulfonyl)-L-(piperazin-2*carbonyl)-L^-(MA r - 
dimethyicarbamyIoxy)pheny [alanine 

MCa-toluenesulfonyO-L-CS.S-dimethyl^hiaprolyl-L^-CMA'- 
dimethylcarbamyloxy)phcnylalanine /m-buiyl ester 
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■ v -(toliiene-4-sulfonyl)-L-(piperazin-2-carboiiyl)-L-4-(AvV- 
dimethylcarbamyloxyjphenylalanine tert-bulyl ester 

A'-(toluene-4-sulfonyl)-L-(4-bcnzyloxycarbonylpiperazin-2-carbonyl)-L-4<A'.A^ 
dimethylcarbamyloxy)phenylalanine/c//-butyl ester 

A^(toluene-4-sulfonyl)sarcosyl-L-4-(isonipecotoyloxy)plicnylalanine 

AHtoluene-4-sulfonyl)-LH(l.l-dioxo)thiamorpholin-3<arbonyl]-L-4-(morpholin-4- 
ylcarbonyloxy)pheny!alanine /m-butyl ester 

/V-(toluene-4-sulfonyl)-L-[( I , I -dioxo)thiamorpholin-3-carbonyl]-L-4-(morpholin-4- 
ylcarbony!oxy)phenylalanine 

AHI-methylpyrazolc-4-sulfonyl)-L-prolyl-^^ 
tert-bulyl ester 

A / -(4-fluorobenzenesulfonyl)-L-prolyl-L-4-(A',yVKJimethylcarbamyloxy)phenylalanine 
tert-bulyl ester 

A / -(toluene-4-suIfonyl)sarcosyl-L-4-(4-methylpiperazin-l-ylcarbonylo.xy)phenylalanine 
tert-bulyl ester 

A'-(ioIuene-4-sullbnyl)-L-(l J-dioxo-5,5-dimethyl)thiaprolyl-L-4^AgV- 
dimethylcarbamyloxy)phenylalanine tert-bulyl ester 



A'-(l-methylimida2ole-4-sulfonyl)-L-prolyl-L-4-(A' ? A / - 
dimethylcarbamyloxy)phenylalanine 



U.S. Patent No. 10/763.539 
Attorney Docket No. 1 03900.B 100854 

Page 1 8 

A'-(toluene-4-sulfonyl)-L-( I , I -dioxo-5,5-dimethyl)thiaproiyl-L-4-(;V T A'- 
dimethylcarbamyloxy)phe-nylalanine 

iV-(4-fluorobenzenesulfonyl)-L-pro^^ 

A^pyrkiineO-sulfonyl)-L-proIyl^^ 

AKtoluene-4-sulfonyl)-D-prolyl-L^ 
/er/-butyl ester 

A^toluene-4-suIfonyl)-L-A ; -methylalanyl-L-4-(4-methyIpiperazin-1- 
ylcarbonyloxy)phenylalanine /m-butyl ester 

A^4-nUrobcnzcnesulfonyl)-L-prolyM ten- 
butyl ester 

/V-(toluene-4-suIfonyl)sarcosyl-L-4-(thiomorphoIin-4-yIcarbonyIoxv rc/7- 
butyl ester 

AHtoluene-4-suironyl)-L-A^-methylalany!-L-4-(4-mcthylpiperazin*l- 
ylcarbonyloxy)phenylalanine 

A^-(toluene-4-suHbnyl)-L-proly|'L-4-(l J-dioxothiomorpholin-4- 
ylcarbonyloxy)phcnylalanine 

A ; -(toluene-4-sulfonyl)-L-prolyl-L-4-(thiomorpholin-4 v vtcarbony 

A r -(toluene-4-suifonyI)-L-prolyl-L-4-(i.sonipecotoyloxy)phenylalanine 

/V-(toluene-4-sulfonyl)-l.-prolyNL-4-(pynolidin-l-y 
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AKtoiuene-4-sulfonyl)-^ 

/V-(toiuene-4-su!fbn^ 
neopentyl ester 

A^toluene^-sulfonyl)-L-prolyl-^ neopentyl 
ester 

AHtoiuene-4-sulfonyl)-L-proiy^ 
ylcarbonyloxy)phenylalanine ethyl ester 

AHtoluene-4-sulfonyl)-L-prolyl-L^ ethyl 
ester 

/V-(toluene-4-sulfonyl)sarcosyl-L-4-( I . I -dioxothiomorphoIin-4- 
ylcarbony!oxy)phenylalanine /m-butyl ester 

AHtoluene-4-sulfonyl)sarcosyl-L^ 

W-(toluene^-sulfonyl)-L-A'-n^ 
te/7-butyl ester 

A'-(tGlucne-4-suIfbnyl)-L-(thiam 
dimethylcarbamyloxy)phenylaIanine /m-butyl ester 

A ; -(toluene-4-sulfonyl)sarcosyl-L-4-( 1 . 1 -dioxothiomorpholin-4- 
ylcarbonyloxy)phcnyla!anine 
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AHtoluene-4-sulfonyl)-^ 

dimethylcarbamyloxy)phenylalaninc /m-buiyl ester 

A'-(toluene-4-sulfonyl)-L-( I . I -dioxothiamorpholin-3-carbony|)-L-4-(morpholin-4- 
ylcarbonyloxy)phenylalanine fe/v-butyl ester 

/V-(toluene-4-sulfony!)-L-A^methy!alany!-L-4-(M/V-dime 

A^4-fluorobenzenesuIfonyi^ 
dimethylcarbamyloxy)phenylalanine fer/-butyl ester 

A 7 -(4-fluorobenzenesulfonyl)-L-(l .l-dioxothiamorpholin-3-carbonyl)-L-4-(A^jV- 
dimethylcarbamyloxy)phenylalanine (en-hi\[y\ ester 

AHpyridine-3-sulfbnyl)-L-prolyl^ ten- 
butyl ester 

A^pyrimidine-2-sulfonyI)4.-proM ten- 
butyl ester 

AM4-nitrobenzencsui^ 

AH4K:yanobenzenesultbnyl)-L-prolyl^^ 
fc/7-butyI ester 

A'-(toluenc-4-suIfonyl)-L-(l ,l-dioxothiamorpholin-3-carbonyI)-L-4-(AOV- 
dimcthy!carbamyloxy)phenylalanine 

A r -(toluene-4-sulfonyI)-L-( 1 , 1 -dioxo)thiaprolyl-L-4-(/V,A'- 
dimcthylcarbamyloxy)phenyIaIanine rm-butyl ester 
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AH4-nuorobeii7xnesuironylR-pro 
te/v-butyl ester 

A'-(l-methylpyrazole-4-sirffonyl)-L-p^ 

/V-(toluene-4-sulfonyl)-L-( I , I -dioxo)thiaprolyl-L-4-(/V,A'- 
dimethylcarbamylo.\y)phenylalanine 

' v -(4-nuorobenzenesulfonyl)-L-thiaprolyl-L-4-(^A'-dimethylcarbamyloxy)phenylalanine 

A4toluene-4-sulforiyl)-L.proly|.L-4-(pipera/.in-I-ylcarbonyloxy)phenylalanine 

'V-(toluene-4-suIfonyl)-L-prolyl-L-4-(l-/er/-butyloxycarbonylpiperazin-l- 
ylcarbonyloxy)phenylalaninc /m-butyl ester 

^-(toluene-4-$ulfonyl)-L-prolyl-L-4-(piperazin-l-ylcarbonyloxy)phenylalanine ethyl 
ester 

AHtoluene-4-stiltbnyl)-L-prolyl-L-4-(4-acetylpipera7Jn-l-ylcarbony 
ethyl ester 

AHtoluene-4-sulfonyl)-L-piolyl-L-4-(4-methanesulfonylpiperazin-l- 
ylcarbonyloxy)phenylalanine ethyl ester 

AHtoluene-4-sulfonyl)-L-prolylW.-4-(morpholin-4-ylcarbonyloxy)-3-iiilrophenylalanine 

A'-(toluene-4-sulfonyl)-L-prolyl-L-4-( I -/tvr-butyloxycarbonylpiperazin- 1 - 
ylcarbonyloxy)phenylalanine 
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AKtoiiiene-4-su!foriyl)-^ 
ylcarbonyloxy)phenylalanine te/7-butyl ester 

A^4-fluorobenzenesulfonylH^^ 
dirnethylcarbarnyloxy)phenylalanine fe/7-buiyl ester 

A>-(4-fluorobenzenesul fonyl )-L-( I J -dioxothiamorpholin-3-carbonyl)-L-4-(l J- 
dioxothiomorpholin-4-ylcarbonyloxy)phenylalanine /m-butyl ester 

A^(toIuene-4-sulfony!)-L-( I , I -dioxothiamorpho!in-3-carbony|)-L-4-( IJ- 
dioxothiomorphoiin-4-vIcarbonyloxy)phenyIaIanine tort-butyl ester 

A ; -(4-nuorobenzenesulfonyl)-L-prolyl-L-4-(l J-dioxothiomorpholin-4- 
ylcarbonyloxy)phenylalanine /er/-butyl ester 

iV-(4-fluorobenzenesulfonyl)-L.-prolyNL-4-(thiomorpholin-4- 
ylcarbonyloxy)phenylalaninc fc/7-butyl ester 

A44-fluorobenzenesuIfbny^^ 
fe/7-butyl ester 

A / -(4-nuorobenzenesulfonyI)-L-(5.5<limethyl)thiaproly 
* dimethylcarbamyloxy)phenylalanine 

A^-(4-fluorobenzenesuironyI)-L-(l J-dioxoihiamorpholin-3-carbonyl)-L-4-(morpholin-4- 
ylcarbonyloxy)phenylalanine rt?/v-butyl ester 

AH4-trifluoromethoxybenzenesullbnyl)-L-prolyI-L-4-(M 
dimethylcarbamyloxy)phenylnlanine /m-bulyl ester 
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A^toluene-4-sulfonyl)-^ 

dimethyIcarbamyloxy)phenylalanine isopropyl ester 

3-[M<toluene-4-sulfony|)-A/-methylamino]- 1 -[ I -/m-butyloxycarbonyl-Z^A'./V- 
dimethyIcarbamyloxy)phenylethyl]azetidin-2-one 

A ; -(4-fIuorobenzenesuironyl)-L-(l J-dioxo-5,5-dimethyl)thiaprolyl-L-4-(MA'- 
dimethylcarbamy!oxy)phenylaIanine /er/-buiyl ester 

A ; -(toluene-4-sulfonyI)-L-(l 5 i -dioxo-5,5-dimethyl)thiaprolyl-L-4-(/V.A^- 
dimethyl.carbamyloxy)phenylalanine isopropyl ester 

A f -(toluene-4-suironyl)-L*(I ,l-dioxothiamorpholin-3-carbonyl)-L-4-(morphoIin-4- 
ylcarbonyloxy)phcnylalanine 

A^4-nuorobenzenesullbnyl)-L-(5,5HJimetiiyI)thiaprolyl-L-4-(AVV- 
dimcthylcarbamyloxy)phenyIalanine 

A'-(pyrimidine-2-sulfonyl)-L-prol>M^ 

AT-(toluene-4-sulfbnyl)-L-(.l .I-dioxothiamorpholin-3-carbonyl)-L-4-(4-methylpiperazin- 
l-ylcarbonyIoxy)phenylalanine rm-butyl ester 

3-(A^-(toluene-4-sulfonyI)wV-methylamino]-l-[l-carboxy-2-(MA / - 
dimcthylcarbamyloxy)phenylethyl]azetidin-2-one 

A41-methylpyrazole-4-sulfbi^ 
ylcarbonyloxy)pheny (alanine /er/-buiyl ester 
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AH4-nuorobenzencsulfonyi).L-(|J-dioxo)lhiaprolyi-L-4-(AvV^ 
dimethylcarbamyloxy)phenylaianine 

AHtoluene<4-sulfonyl)-L-pro!yl-L.4KIJ-dioxoihiomorphoIin-4- 
ylcarbonyloxy)pheny (alanine te/7-bulyl ester 

AKtoluene-4-sulfonyl)^ 
butyl ester 



AHtoluene-4-suifonyI)~L^roM 
butyl ester 

W-HuorobenzenesulfonyO^ 
te/7-butyl ester 

/V-(4-fluorobenzenesulfonyl)-L-(l 9 1 -dioxo)Uiiaprolyi-L-4-(MA'- 
dimethylcarbamyloxy)phenylalanine /w-buty| ester 

AH2,5-dichlorolhiophene-3-suifonyI)-L-prolyl-I.-4-(AO\- 
dimethylcarbamyloxy)phenylalanine /e/y-butyl ester 

W-acetamidobenze^^ 
te/7-butyl ester 



/V-(4-/m.butylbenzcnesulfonyI)-L-( I , I -dioxothiamorpholinO-carbonyD-L^M^V- 
dimethylcarbamyloxy)phenylalanine te/7-butyI ester 

tf-(pyridine-2-sulfonyl)-U^ 
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AH2-fluorobenzenesulfonyI)-L-( 1 , 1 -clioxothiamorpholin-3-carbony!)-L-4-(AOV- 
dimethylcarbamyioxy)phenylalanine te/v-butyl ester 

AH3-fluorobenzenesulfonyl)-L-( I , I -dioxothiamorpholin-3-carbonyl)-L-4-(M/V- 
dirnethylcarbamyloxyjphenylalanine /w-butyl ester 

W/Mifluoroben»nesulfo^ 
dimethylcarbamyloxy)phenyla!anine/er/-butyl ester 

AM4-acetamidobenzenesulfonyi)-L^ 

A ; --(4-trifluoromethoxybenzenesulfbnyi)-L-prolyi-L-4-(MA ; - 
dimethylcarbamyIoxy)phenylalanine 

AH 4 -fluorobenzencsulfonyl)-L^ 
dimethylcarbamyloxy)phenylalaninc te/7-butyl ester 

A^4-cyanobenzenesulfonylH^ 

AHtoluene-4-suHbnyl)-L-(3,3-dimethyl)proiyi-L-4-(AvV- 
dimethylcarbamyIoxy)phenyIalanine terhbuxyl ester 

AH;toluene-4-sulfonyl)-^^ 

dimethyIcarbamyloxy)phenylalanine isopropyl ester 

AKl-methylpyrazoIe-4-suI^ 
/.vo-propyl ester 
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N-(i-methylpyrazole-4-sul^ 
dimelhylcarbamyIoxy)phenylalanine /e/-/-butyl ester 

N-( 1 -meihylpyrazole^-suIfonyO-L^S.S-dimethyOthiaprolyl-L^-CN.N- 
dimethyJcarbamyloxy)phenyIaIanine 

NKto!uene-4-sulfbnyl)-L^ 
yI)carbonyloxy)phenylalaninc ethyl ester 

N^toluene-4-sulfonyl)-L^ 
y!)carbonyloxy)phenvlalanine 

N4toluene-4-sulfbnyl)-L-prc^ 

N~(toluene-4-sulfonyl)-^ 
ylcarbonyloxy)phenylalanine 

N-(toiuene-4-suHbnyi)-L-prolyi-L-4-(4N-phenylpipera/Jn- i - 
ylcarbonyloxy)phenylalanine 

N-(toluene-4-sulfonyi)-L-proly!-L-4-(piperazin- 1 -ylcarbonyloxy)phenyIalanine ;er/-butyl 
ester 

N-(toluene-4-suIfonyI)-L-proly!-1^4-(4N-methanesulib 
ylcarbonyloxy)phenyiaianine /e/7-butyl ester 

N-(tolucne-4-sulfonyl)-L-prolyNL-4~(N^N-dimeth (H^-fert- 
butoxycarbonyl-2-amino-2-methylpropyl) ester 
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^toiuene-4-su^ 
/m-butyl ester 



N-(toluene-4-sulfonyl)-L-prolyl-L-4-(4^hydroxypiperidiivl- 
>'lcarbonyloxy)phenylalanine /e/y-butyl ester 

N-(toIuene.4-siilfonyl)-L-prolyl-L-4-(NK2 N -(morpho!in-4N- 
yl)elhyl)carbamyIoxy)phenyialanine /erz-butyl ester 

N^toluene^-sulfo^ 
yl)carbonyloxy)phenylaIanine /m-butyl ester 

NKlolucnc-4-sulfonyl)-L-prolyl-L-4-(N-(2 N -hydroxycthyl)-N- 
methylcarbamyloxy)phenylalanine fe/7-butyl ester 

N-(toiuene-4-sulfonyI)-^^ 
phenylalanine /er/-butyl ester 



N<tolucnc^-sulfonyl)-L-prolyl-L-4-(N<2 N -formyloxyethyl)-N- 
methylcarbamy!oxy)phenylaIanine 

N-(toluene-4-sulfonyl)-L-prolyl-L-4-(N-(2N-hydroxyethyl>N- 
methylcarbamyloxy)phenyla!anine isopropyl ester 

N-(toulcne-4-sulfonyl)-L-prolyl-L-4-(N- 

(methoxycarbonylmethyl)carbamyloxy)phenylalanine /e/7-buiyl ester 



N-(lMiiethyIpyrazole-4-su!fonyi^ 
dimeihylcarbamyloxyjphenylalanine isopropyl ester 
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N-(toIuene-4-suifonyI)-L-prolyl-L-4-(4NHiieihoxypiperidin-l- 
ylcarbonyloxy)phenylalanine isopropyl ester 

N<toluene-4-surfonyl)-L-prolyUL-4-(4N-methoxypiperidin-l- 
ylcarbonyloxy)pheny [alanine 

N-(toIuene-4-sulfonyl)-L-4-oxoproIyl-L-4^ 
te/7-butyl ester 

N-(toluene-4-sulfonyI)-L-/ra«jr-4-hydroxyprolyl-L-4-(N.N- 
dimethylcarbamyloxy)phenylalanine /e/7-butyl ester 

N-(3-fluorobcnzenesulfonylH^-pro^ 
/err-butyl ester 

A^morpholino-suironyl)-L-prolyU^ tert- 
butyl ester 

A ; -(morpholino~sulfonyl)-L-prolyl-L^ 

/V-(I-methylpyrazole-4-sulfonyl)-L-(l J-dioxothiamorpholin-3-carbonyl)-L-4--(iV f /V- 
dimethylcarbamyloxy)phenyialanine ter/-butyl ester 

/V-(2-fluorobenzenesulfonyl)-L-(l J-dioxothiamorpholin-3-carbonyl)-L-4-(/V M A^- 
dimethyIcarbamyloxy)phenylalanine 

#-(2,4-difluorobenzenesulfonyl)-L-(U 
dimethylcarbamyloxy)phenylalanine 
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tf-(toluene-4-suIfony^^ 
dimethylcarbamyloxy)phenylalanine 

^pyridineo-sulfonyl).L-(5,5-djmethyl-thiaprolyl-L-4-(M 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

A^(3-nuorobenzenesulfonyl)-L-( 1 , | -dioxothiamorpholin-3-carbonyl)-L-4-(/V.A ; - 
dimethyIcarbamy!oxy)phenylalanine 

A(-(l-methylpyrazole-4-sulfonyl)-L-(l ,l-dioxothiamorpholin-3-carbonyl)-L-4-(M/V- 
dimethylcarbamyloxy)phenylalanine 

A^4-/£rr/-butylbenzenesulfo 
dimeihylcarbamyloxy)phenylalanine 

Af-(loluene-4-siillbnylH3,3^iiTiethyl)prolylW.-4.(MA- 
dimcthylcarbamyloxy)phcnylalanine 

A / -(2,5-dichIorothiophene-3-stilfonyl)-L-prolyl-L-4-(MA^ 
dimethylcarbamyloxy)phenylalanine 

AM4-nKnhoxybenzenesulfo^ 

W-meUioxybenzenesulfonyl)^ 
isopropyl ester 

^-(tolucne^-suironyl)4 rf -(l-oxo^hiomorpholinO<arbonyl)-L^-(MM 
dimethylcarbamyloxy)phenylaIanine 
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A^-(toIuene-4-sulfonyl)-L-(I-oxo-thiomorpholin-3<arbonyl)-L-4-(A^A^ 
dimethyIcarbamyloxy)phenylalanine /e/7-butyl ester 

yV-(3 ? 4-dinuorobenzenesuifonyl)-L-prolyl-4-(MA r -dime^^ 
isopropyl ester 

AH3/Winuorobenzenesulibny 

A 7 -(3,4-difIuorobenzenesulfonyl)-L-( I, I-dioxothiamorpholin-3-carbonyl)-L-4-(A'jV- 
dimethylcarbamyloxy)phenylalanine ter/-butyl ester 

A-(3,4-difluorobenzenesuIfonyI)-L-(i J-dioxothiamorphoIin-3-carbonyl)-L-4-(A ; .A ? - 
dimethylcarbamyloxy)phenylalanine 

A^-(toluene-4*sulfonyl)-L-(S,5-dimethyl)iliiaprolyl-L-(thiomorpholin-4- 
y!carbonyloxy)phenylaIanine /?/7-butyl ester 

A^toluene-4-suironyl)-L-(5.5-dimethyl)thiaprolyl-L-(lhiomorpholin-4- 
ylcarbonyloxy)phenylalanine 

A^(lMtiethylpyrazole-4-sulfonyl)-L-(5,5-dimethyI)thiaprolyl-L^-(M 
dimethylcarbamyloxy)phenylalanine ethyl ester 

A^pyridineo-suifonyl)-L-(5 ! 5-dimethyI)thiaprolyl-L-4-(ALV- 
d i m et h y I c a r ba m y 1 o x y ) ph e n y 1 a I a nine 

A^pyridine-2-sulfonyl)-L-pro^^ 
isopropyl ester 

A^pyridine-2-sulfonyl)-L-proIyl-L^ 
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AHpyridine-2-sulfonyl)-L-(5,5-dimethyI)thiaprolyl-L-4-(AOV- 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

/V-(pyridinc-2-sulfon>^ 
dimethylcarbamyloxy)phenylalaninc 

A^toluene-4-sulfonyl)-L-(thiamorpholin-3-carbonyl)-L-4.(A^A ; - 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

AH3-fluorobenzenesuironyl)-L-(S t S-dimethyl)ihiaprolyl-L-4-(A , ./V- 
dimethylcarbamyIoxy)phenylalanine isopropyl ester 

A/ r -(2-fluorobenzenesulfonyl)-L-(S 9 S-dimethyl)thiaprolyl-L-4-(A / .A ; - 
dimethylcarbarnyloxy)phenylalanine isopropyl ester 

A^(3,4-dinuorobenzenesulfonyl)-L-(5,^^ 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

A ; -(3,SKlinuorobenzenesulfonyl)-L-(5,S-dimethyl)ihiapro]yl-L-4-(A ( ,A^ 
dimethylcarbamyloxy)phenylalaninc isopropyl ester 

A^^-difluorobenzenesulfonyO-L^S.S-dimeihyOihiaprolyl-L^-CMA 7 - 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

tf-(4<hlorobenzcnesulfonyl)-L-^ 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

A ; -(3-chlorobe!r/.enesuironyl)-L-(5.5-dimethyl)thiaprolyl-L 
dimethylcarbamyloxy)phenylalanine isopropyl ester 
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AH2<hlorobenzenesulfonyl)-L-(5.5-dimcthyi)thiaprolyl-L-4-(A^A ; - 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

AH3,4-dichlorobenzenesulfbnyl)-L-(5 s S^ 
dirnethylcarbamyloxy)phenyIalanine isopropyl ester 

AH3»5<lichlorobenzenesulfonyl)-L^ 
dimethylcarbamylox>Ophenylalanine isopropyl ester 

Ar-(3<hlorobenzenesulfonyl)-L-(U 
dimethylcarbamyIoxy)phenylalanine te/7-butyl ester 

AK3 f 4-dicAIorobenzenesuIfo^ 
dimethylcarbamyloxy)phcny (alanine teri-bu\y\ ester 

A^-methoxybenzenesulfonyO-L-fS.S-dimelhylJthiaprolyNL^^/V.A^ 
dimethyIcarbamyloxy)phenylalanine isopropyl ester 

iy-(3-methoxybenzenesulfonyl)-L-(5,5-dimeihyl)thiaproly|-L-4-(MA^- 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

A^(2-methoxybenzenesulfbnyl)-L-(5,5-dimeihyl)thiaprolyI-L-4-(A^A ; - 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

AM3 J 4-dimethoxybenzenesulfbnyl)-L-(5,5-dimelhyl)thiaprolyl-L 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

A^2/Mifluorobenzcnesulfonyl)-L^^ 
dimethylcarbamyloxy)phenylalanine isopropyl ester 
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AK3.4-dichloroben^^ 
dimethylcarbamyloxy)phenylalanine 

AM3-chIorobenzenesulfonyI)-^ 
dimethyIcarbamyloxy)pheny]alanine 

AH3-chioro-4-nuorobenzenesuifonyl)-L<] ; I-dioxothiamorpholino-ca 
dimethylcarbamyloxv)phenylalanine /e/v-butyl ester 

A41-methy!pyrazole-4-su!i^ 
dimethylcarbamyloxy)phenylalanine /e/v-butyl ester 

AK3 ? 4<lifluorobenzenesulfbny^ 
dimcthylcarbamyloxy).pheny (alanine ferr-butyl ester 

AHtoluene-4-sulfonyi)-L-(5^ 
yIcarbonyIoxy)phenyIalanine isopropyl ester 

A'-(3Adifluorobenzenesulfbnyl^ 
dimethylcarbamyloxy)phenylalanine 

AH2 5 5-dichlorothiopheneO-sulfonyl>L-(5 ? 5-dimelhy!)thiapro)y)-L 
dimethylcarbamyloxy)phcnylalanine isopropyl ester 

AM I -methy!pyrazole-4-sulfony^ 
ylcarbonyloxy)pheny!alanine isopropyl ester 

^(8-quinolinesulfonyl)^ 
isopropyl ester 
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A'-(8-qiiinolinesuIfbnyO 

AK8-quinoIinesuironyl)W.-(5,5-dimethyl)thiaprolyI-L"4-fAOV- 
dimethylcarbamyloxy)phenylalanine isuproplyl ester 

^^uinolinesuironyO-LKS.SslimcchyOthiaprolyl.L-^/V.iV. 
dimethyIcarbamyloxy)phenyla!anine 

/V-(toiuene-4-sulfonyi)-L-p^^^ 
ten-butyl ester 

A4toIuene-4-sulfony 

ylcarbonyloxy)phenylalanine /m-butyl ester 

AHp>Tidine-3-suIfonyI)-L-(5^ 
dimethylcarbamyloxy)phenylalanine ten-butyl ester 

AH3-sulfonamido-4-chloro-benzc^^ 
dimethylcarbamyloxy)phenyIalanine isopropyl ester 

A^toluene-4-sulfonyl)-L-(l-ox 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

AH2 ? 4-dinuorobenzenefulfonyi)-L-(l-oxot:hiomorpho!in-3-carbon 
dimethyIcarbarnyloxy)phenyIaIanine fe/7-bulyl ester 

^-(l-methylpyrazole^-sulfonyl)-L-(5 f 5-dimclhyl)ihiaprolyU 
dimethylcarbamyloxy)phenylalanine 2,2-dimethylpropyl ester 
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iV-(pyridine-3-sulfonyI)-L-(5,5-dimethyl)thiaprolyl-L 
dimethyIcarbamyloxy)phenyIalanine 2,2-dimethylpropyI ester 

A ; -( 1 -methyIpyrazole-4-suIfon yO-L-CS.S-dimethyOthiaprolyl-L^-C/V./V- 
dimethyIcarbamyloxy)phenylalanine cyclopropyimethyl ester 

/V-( I Hiiethylpvrazole-4-su^ 
dimethylcarbamy!oxy)phenylalanine methyl ester 

A ; -(pyridineo-sulfonyl)-L^5,5-diiTiethyI)thiaprolyl-L-4-(AOV- 
dimethylcarbamyloxy)phenyIalanine ethyl ester 

AHpyridine-3-sulfonyl)-L-(5,5-dimethyl)thiaprolyUL^ 
dimethylcarbamyloxy)phenylalanine cyclopropyimethyl ester 

A^lMTiethylpyrazole-4-sulfbnyl)-L.-(5.5-dimethyl)thiaproly 
dimethylcarbamyloxy)phenylalanine 2-melhoxyphenyl ester 

A^I-mcthylpyrazole-4-sulfonyI)-L-(5.5-dimethyl)thiaprolyl-L-4-(AW 
dimethylcarbamyloxy)phenylalanine w-butyl ester 

A^I-mcthylpyrazole-4-sulfonyl)-L^ 
dimethylcarbamyloxy)phenylalaninc /?-propyi ester 

A'-(lMTiethylpvrazole-4-suUbny^ 

dimethylcarbamyloxy)phenylalanine 2,2-dimethylpropionyloxymeihyl ester 

A^(toIuene-4-sullbnyl)-L-proiyl-L-4-(N-(4=-(2==- 
aminoethyl)morpholtno)carbamyloxy)phcnyla!anine 
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^ioluenc-4-sulfonyl)-L-prolyl-L^-l4-(carboxy)piperidin-l- 
ylcarbonyloxyjphenylalanine 

A r -(toluenc-4-sulfonyl)-L-prolyl-L-4-(A / .A , -bis-(2- 
hydroxyethyl)carbamyloxy)phenylalanine isopropyl ester 

A^Ktoluene-4-sulfonyl)-L-pro!yl-L^-[3-(hydroxymethyI)piperidin-l- 
yicarbonyloxy]phenylaIanine isopropyi ester 

AHtoluene-4-sulfonyI)-L-prolyI-L-4^^ 
ylcarbonyloxy)phenylalanine fe/7-butyl ester 

Af-(4-(M-phenylurea)benzenesulfonyl)-L-protyl-L*4-(M/V- 
dimethylcarbamyloxy)phenyIaianine fcW-butyl ester 

A'-(2-trifluoroacetyl-I,2,3,4-tetFahydro^ 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

AHI-methylpyrazoleO-suIfonyl)-L-^^^ 
dimethyIcarbamyIoxy)pheny (alanine isopropyl ester 

AHl-methylpyrazoleo-sulfOT^ 
dimethylcarbamyioxyjphenylalanine 

/V-(pvridine-4-suIfonyl)-L-(5 1 5-dimelhy!)thiaprolyl4.-4-(AOV> 
dimethylcarbamyloxy)phcnyIalaninc isopropyl ester 

A^-(pyridine^-sulfonyl)-L-(5,5-dimeihyl)thiaprolyl-L-4-(A 7 .A^- 
dimethylcarbamyloxy)phenylalanine 
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AHtoluene-4-sulfonyl)-M 

dimethylaminoethyl)carbamylo.\y)phenylalanine tert-bu\y\ ester 

A , *(toluene-4-sulfonyl)-L-prolyl-L-4-(iV*meihyl-N-(2- 
dimethylaminoethyI)carbamyloxy)phenylalaninc rm-butyl ester 

AHtoluene-4-su!fonyi)-L-(5>d^ 
dimethylaminoethyl)carbamyloxy)phenylalanine 

A ; -(toIuene-4-sulfbnyI)-L-prolyl-L-4-(A^methyl-A42- 
dimethylaminoethyl)carbamyloxy)phenylalanine 

AH^-nuorobenzenesuironyij-L-CS^-dimet'hyl^hiaprolyl-L-S-chloro^^- 
methylpiperazin-l-ylcarbonyloxy)phenylalanine /cr/v-butyl ester 

AH4-fluorobcnzencsulfonyl)-L^ 
dimethycarbamyloxy)phenylalanine 

A^(4-fluorobcnzcnesulfonyl)-L-(5,5Klim^ 
ylcarbonyloxyjphenylalanine /er/-butyl ester 

/V-(4-nuorobenzcnesulfonyl)-^ 
ylcarbonyloxyjpheny (alanine isopropyl ester 

A^-(4-nuorobenzenesijlfonyl)-L-(S,S-dimethy!)thiaprolyl-L-3-chloro-4-^ 
dimethylcarbamyloxy)]phenylalanine isopropyl ester 

A^loIuene-4-sulfonyl)-L-(5J-dimetM 
dimethylcarbamyloxy)phcnylalanine isopropyl ester 
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/ v -(4-nuorobenzencsiilfonyl)-L-(5.5-dimethyl)thiaprolyl-L-3-chloro-4-(4- 
methylpiperazin-l -ylcarbonyloxyjjphenylalanine isopropyl ester 

AHtoluene-4-sulfonyl)W.-prolyl-L-3-chloro-4<MMdimcthylcarbamyloxy)jpheny 
isopropyl ester 

AM4-nuorobenzenesulfonyi)-L-(5J-dimethyl)thiaprolyl-L-3-chloro-4-(4-(2=-pyridyl)- 
piperazin-l -ylcarbonyloxy)]phenylalanine isopropyl ester 

A'-(4-nuorobenzenesulfonyl)-L^5,5-dimethyl)thiaprolyl-L-3-chloro-4-C4-(2=-pyridyl)- 
piperazin- 1 -ylcarbonyloxy)]phenylalanine te/7-butyl ester 

A'-(4-nitrobenzenesulfonyl)-L-prolyl-L-4-(M/V-dimeth\1earbamyloxy)phenylalanine 
isopropyl ester 

AH4-aminobcnzenesiil(bnyl)-L-prolyl-L-4-(AOV-dimethylcarbamyloxy)phenylalanine 
isopropyl ester 

AHtoluetie^-sulfbnyl)-L-prolyl-L-4-(thiomorpholi^v4-ylcarbonyloxy)phenylalanine 
isopropyl ester 

'V-(toluene-4-sulfonyl)-L-prolyl-L-4-(4-phenylcarbamylpiperazin-l- 
ylcarbonyloxy)phenylalanine isopropyl ester 

A / -(toluene-4-sulfonyl)-L-prolyl-L-4-(4-phenylcarbamylpiperazin-l- 
ylcarbonyloxy)phenylalanine 



AHJ-«-butylpyrazole-4-siilfonyl)-L-(5 ! 5-dimethyl)thiaprolyl-L-4-(N ! N- 
dimethylcarbamyloxy)phenylalanine isopropyl ester 
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AHto!uene-4-sulfonyl)-L-pro^ 
ylcarbonyloxy)phenylalanine isopropyi ester 

AHtoluene-4.sulfonyl)-L-4-oxoproIyl-L-4-fN,N-dimethy 

AHtoluene-4-sulfonyi)-L-/^^ 
dimethylcarbamyloxy)phenylalanine 

A^(4-cyanobenzenesuifonyl)-L-prolyl-L-4«(AOV-diinethy 
isopropyi ester 



W-aminobenzenesulfo^ 

A^toluene^-sulfonyl)-IM^^ 
ylcarbonyloxy)phenylalanine tert-bu\ y! ester 

/V<toluene-4-suifonyl)-L-p^ 
ylcarbonyloxyjphenylalanine 

A^-(toiuene-4-suironyl)-L-(4.4-difltioro)proIyI.L-4^,A'- 
dimethylcarbamyloxy)phenylalanine isopropyi ester 

A^(toluene-4-sulfonyl).L-(4,4-dinuoro)prolyl-L-4-(A^V- 
dimelhylcarbamyloxy)phenylalanine 

^toluene-4-sulfonyl)-L-prolyl-L^4-benzoylpipcra2jn 
isopropyi ester 



^-(1 -methyl- 1 H-imidazole-4-sulfonyl).L-prolyl-L^-fMiV- 
dimeihylcarbamyloxy)phenylalanine isopropyi ester 



U.S. Patent No. 10/763.539 
Attorney Docket No. 1 03900. B 100854 

Page 40 



AMtoiuene-4-suifbnyl)-L^ 
4-ylcarbonyloxy)phenylalanine 

A ; K4-cyanobenzene$ulfbnyl).L-prolyi-L-4~(thiomorpholin-4- 
ylcarbonyloxy)phenyIalanine isopropyi ester 

A44^midinobenzenesulfonylR 
methyl ester 

/VHto!uene-4-suIfonyl)-L-4-oxopix)lyI-L-4-(thiomorpholin-4- 
ylcarbonyloxy)phenylalaninc /c/v-butyl ester 

AMtoluene-4-$u!ronyl)-L-4-h^ 
ylearbonyloxy)pheny!alanine 

AHtoIuene-4-sulfbny!^ 

AM4-amidinobenzenesuIfonyl)--L-proIyI-L-4-(ihiomorphoIiiv4- 
ylcarbonyloxy)phenyla!anine methyl ester 

AH3-fluorobenzenesulfonyI)-L~p^ 
tf-(toluene^-suironyl)-L^^ 

amino)ethyl)carbamyloxy]phenylalanine isopropyi ester 
A'HtoIuene-4-sulfony|)-L-prolyl-L-4-fiV.(2-(Af=- 

phenylaminocarbonyloxy)ethyl)earbamyloxy)Jphenylaianine isopropyi ester 
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A44-nuorobenzenesulfonyl)-U^ 
dimethyIcarbarnyloxy)phenylalanine isopropyl ester 

AH4-fluorobenzenesulfonyl)-L-4-^ 
dimethylcarbamyIoxy)phcnylalanine /m-butyl ester 

AH4-amidinobenzenesulfonyl)-l^^^ 

A'-(to!uene-4-suIfony!)-L^ 
dimethylcarbamyloxy)phenylalanine /erf-butyl ester 

W-fluorobenzenesulfonyO 

hydroxymethylpyrrolidin- 1 -ylcarbonyloxy)phcnylalaninc ter/-butyl ester 

A^4-nuorobenzenesuIfonyl)-L-(5 ? 5>dimeihyI)thiaprolyl-L-4-(2- 
hydroxymethylpyrrolidin-l-ylcarbonyloxy)phcnylalanine 

AMtoluene-4«sulfon>1)-L-prolyl-L-4-(2wnethoxycarbonyIpyrroiidin-i- 
ylcarbonyloxyjphenylaianine tert-huiy] ester 

W-fluorabenzenesu^ 
ylcarbonyloxy)phenylalanine 

^4-fluorobenzenesuironyl)-L-(5,5^imethyl)thiaproly 
ylcarbonyloxy)]phenylalanine 

A'-(4-Huorobenzenesuifonyl)-L-(^^ 
ylcarbonyloxy)]phenylalanine /m-butyl ester 
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tfKtoluene^-sulfonyl)-M^ 

vlcarbonyloxy phenylalanine /m-butyl ester 

A ; -(toluene-4-sulfonyi)-L^ 2-(2- 
rnethoxyethoxy)ethy| ester 

AH4~nuorobcnzenesuIfony^ 
l-ylcarbonyioxy)|phenylalanine rm-butyl ester 

W-nuorobenzenesulfa^^ 

dimethylcarbamyloxyjphenylalanine isopropyl ester 

AHtoIuene-4-sulfonyI)-L<i -methane 
dimethylcarbamyloxyjphenylalanine te/v-butyl ester 

AH4-bromobenzenesulfony0 
dimethylcarbamyloxy)phenyialaninc /c/7-buiyl ester 

AH4-bromobenzenesulfonyl)-L^^ 
dimcthylcarbamyloxy)phenylalanine 

AHtoluene-4-$ulfonyl)-L-(4-l^ 
ylcarbonyloxy)phenylalanine 

AH4-fluorobenzenesulfonyl)^ 
l-yicarbony!oxy)]phenylaIanine 

A^-jluorobenzenesuifonyfH^ 
ylcarbony!oxy)]phenyIalanine isopropyl ester 



U.S. Patent No. 10/763.539 
Attorney Docket No. 1 03900. B 100854 

Page 43 

A^-(4-nuorobenzenesulfonyI)thiazolidinyl-2<arbonyl-L-4-(A ; .;V- 
dimethylcarbamyloxy)phenylalanine 

AH4-fluorobenzenesuifonyl)thiazolidiny^ 
dimethylcarbarnyIoxy)phenylalanine rer/-butyl ester 

AHtoluene-4-suIfonyl)-L-(4-oxo)prolyI-L-4-(thiomoiphoIin-4- 
ylcarbonyloxy)phenylalanine 

AKtoluene-4-sulfonyl)-M4-oxo)proIyl-L^-(4-methylpiperazin-l- 
ylcarbony!oxy)phenylalanine 

AH4-fluorobenzenesulfonyl)th^ 
ylcarbonyloxy)JphenyIalanine 

AH4-nitrobenzenesulfcnyl)-L-proM 
ylcarbonyloxy)]phenylaIanine /m-butyl ester 

A ; -(4-fluorobenzenesulfonyl)thiazolidinyl-2-carbonyI-L-4-(4-(2-py 
ylcarbonyloxy)]phenylalanine /e/v-bulyl ester 

A^(4-bromobenzenesuironyl)-L-(5,5-d^ 
yIcarbonyIoxy)JphenylaIanine 

A4tolucne-4-sulfonyI)-L-prolyN^ 
ylcarbonyloxy)Jphcnylalanine isopropyl ester 

M(4-fluorobenzenesulfony|)ihiazoiidinyl-2-carbonyl-L-4-(4-mcthy 
ylcarbony!oxy)phenylalanine te/7-bulyl ester 
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AHtoluene-4-sulfonyl)-L-4-(me(hanesulfonyloxy)prolyl-L-4-(A'..V- 
climethylcarbamyloxy)phenylalanine/m-butyl ester 

/V-(4-aminocarbonylbenzenesulfonyl)-L-prolyl-L-4-(.A'./V- 
diniethylcarbamyloxy)phenylalanine 

A-(4-aminocarbonylbenzenesulfonyl)-L-prolyl-L-4-(thiomorpholin-4- 
ylcarbonyloxy)plienylalanine 

.'V-(4-amidinoben2cnesulfonyl)-L-prolyl-L-4-(thiomorpholin-4- 
ylcarbonyloxy)phenylalanine 

A'-(4-nitrobenzenesulfonyl)-I.-prolyl-l..-4-(4-(2-pyridyl)piperazin-l- 
ylcarbonyioxy)JphenylaIanine 

AM4-fluorobenzenesulfon\M)-L<5.5-dinK^hyl)thiaproly|.L-3<hloro-4-(4-(2- 
pyridyOpiperazin- 1 -ylcarbonyloxy) (phenylalanine ethyl ester 

^4-nuorobenzenesulfonyl)W--(5 : 5-dimethyl)thiaprolyl-L-3-chloro-4-(4-f2- 
pyridyl)piperazin- 1 -ylcarbonyloxy)phenylalanine 

A'K4-nuorobenzenesulibnyl)thiazolidinyl-2-carbonyl-L-4H4-methylhomopiperazin-l- 
ylcarbonyloxy)phenylalanine 

AHI-methylpyrazole-3-sulfonylH-(5,5-dim 
dimethylcarbamyloxy)phenylalanine isopropyl ester 

A ; -(l -methylimidazole-4-siiironyl)-L-prol vl-L-4-(4-(2-pyridyr)piperazin- 1 - 
ylcarbonyloxy)phenylalanine isopropyl ester 
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AH1-methylimida2ole-4-sulfbnyl)-U^ 
ylcarbonyIoxy)phenylalanine /e/7-butyl ester 

/V-(toluene-4-sulfonyi)-L-proIyl-L-4-(4-(2-pyridyl)piperazin-l- 
ylcarbonyloxy)pheny1a!anine 

A^-(toluene-4-sulfonyI)-L-prolyl-L-4-(4-(2-pyridyl)piperazin-l- 
ylcarbonyloxy)phenylalanine /m-butyl ester 

A ; -(toluene-4-suironyI)-L-proiyl-L-4-(4-(2-pyridyI)pipcrazin-l- 
ylcarbonyloxy)phenylalanine isopropyl ester 

A^-(4-nuorobenzenesulfonyl)-L-prolyI-L-4-(4-(2-pyridyl)piperazin-l- 
ylcarbonyloxy)phenylaIanine isopropyl ester 

^-(4-fluorobenzenesulfonyl)-L-prolyl-L-4-(4-(2-pyridyl)pipcrazin-l- 
y!carbonyloxy)phenylalanine /crr/-butyl ester 

/V-(toluene-4-suIfonyl)-L-(l-methanesulfonyIpyrazin-3-carbonyl)-L-4- 
dimethylcarbamyloxy)phenylalanine 

A^toluene-4-sulfonyl)-L-4-(niethanesuironyloxy)prolyl-L*4-(/V.A f - 
dimethylcarbarnyIoxy)phenylaIanine 

A^4-bromobenzenesuironyl)-L-(5.5-^^ 
ylcarbonyloxy)phenyIa!anine re/7-butyl ester 

AH4-trifluoromethoxybenzenesulfOT 
dimethylcarbamyIoxy)phenylalanine 
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AK4-trifluoromethoxyte^ 

dimethyIcarbamyloxy)phenyialanine/^/7-butyl ester 
;V-(4-trinuoromethoxy^ 

pyridyOpiperazin- 1 -ylcarbonyloxy)phcnylalanine /m-butyl ester 

iV-(4-fluorobenzenesulfonyl)-L-prolyl-L-4-(4-(2-pyridyl)piperazin-l- 
ylcarbonyloxy)phenylaianine 

AK4-fluorobenzenesulfony^ 
ylcarbonyloxy)phenylaIanine 

AH44rinuoromethoxyber^ 
pyridyOpiperazin- l-ylcarbonyloxy)phenylalanine 

A'-(l-methyIimidazole-4-sul^ 
dimethylcarbamyloxy)phenylaIanine 

A^(lniiethylimidazole-4-sulf^ 
dimethylcarbamyloxy)pheny (alanine isopropyl ester 

A^-(l-methyiimidazole-4-sulfony0-L-proiyl-L-4-(4-(2-pyridy 
ylcarbonyloxy)phenytalanine 

AHI-methylimidazole-4-sulfon^ 
pyridy!)piperazin- 1 -ylcarbonyloxy )phenylalanine 

AH!-meihyipyrazole-3-s^ 
ylcarbonyloxy)phenylalanine 
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/V-(l -methylpyrazole-3-sulfonyO^ 1 . 

ylcarbonyIoxy)phenylaIanine isopropyl ester 

AHI-methylpyrazoIe-3-sulfonyl)^ 
ylcarbonyloxy)phenyIaIanine fer/-butyl ester 

AHI-methylpyrazoleO-sulfo^^ 
l-ylcarbonyloxy)phenylalanine terf-butyl ester 

AMI-methylimidazole-4-sulfonyl)-L^ 
ylcarbonyloxyjphenylalanine isopropyl ester 

AKI-iiiethyIpyrazole-3-su!fony!)-L<5 s 5-dimethyl)thiaprolyi-L 
dimethylcarbamyloxy)pheny!alanine 2-phenoxyethyl ester 

AHI-methylpyrazoleo-sulfo^ 
pyridyl)piperazin- 1 -ylcarbonyloxyjphenylalanine 

AH1-melhylpyrazole-3-sulfo^^ 

pyridyl)piperazin- 1 -ylcarbonyloxyjphenylalanine ethyl ester 

Af<3-chloro-I ? 5-dimethylpyrazoleO-sulfonyl)-L-(5,5-dimethyl)th^ 
(4-(5-trifluoromethyl-2-pyridyI)piperazin-l-ylcarbonyloxy)phenyla!anine 

and pharmaceutically acceptable salts thereof. 

23, (Original) The method according to anyone of claims 5 f 13, and 15, wherein the 
mammal is a human. 
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24. (Original) The method according to any one of claims 5, 13. and 15, wherein the 
human suffers from a condition which demyelinates cells, and wherein said condition is multiple 
sclerosis, a congenital metabolic disorder, a neuropathy with abnormal myelination. drug 
induced demyelination, radiation induced demyelination, a hereditary demyelinating condition, a 
prion induced demyelinating condition, encephalitis induced demyelination. or a spinal cord 



injury. 



25. (Original) The method according to claim 24 ; wherein the human suffers from 
multiple sclerosis. 

26. (Original) The method according to any one of claims 5, 1 3, and 1 5, wherein the 
compound is administered parenlcrally. 

27. (Original) The method according to any one of claims 5, 1 3 ; and 15, wherein the 
compound is administered chronically to the mammal in need thereof. 

28. (Original) The method according to claim 27 s wherein the chronic administration 
of the compound is weekly or monthly over a period of at least one year. 

29. (Original) The method according to any one of claims 5, 13, and I5 : wherein an 
anti-inflammatory agent is co-administered with the compound to the mammal. 

30. (Original) The method according to claim 29 ; wherein an anti-inflammatory 
agent is co-administered with the compound to the mammal. 

31 . (Original) The method according to claim 30. wherein the anti-inflammatory 
agent is adrenocorticotropic hormone, a corticosteroid, an interferon, glatiramer acetate, or a 
non-steroidal anti-inflammatory drug. 



32. (Cancelled) 
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33. (Original) The method according to claim 3 1 . wherein the corticosteroid is 
prednisone, methylprednisolone, dexamethasone Cortisol, cortisone, fludrocortisone, 
prednisolone. 6a-methylprednisolonc. triamcinolone, or betamethasone. 

34. (Original) The method according to claim 33. wherein the corticosteroid is 
prednisone. 



35. (Cancelled) 



36. (Original) The method according to any one of claims 5. 1 3, and 1 5.. wherein the 
compound is administered intravenously or subcutaneously. 

37. (Original) The method according to claim 36, wherein the compound is 
administered intravenously to a mammal, and wherein the administration results in an effective 
blood level of the compound in the mammal of > 10 ng/ml. 

38. (Original) The method according to claim 36, wherein the compound is 
administered intravenously in an amount of 20 pg to about 500 pg per kilogram body weight of 
the mammal. 



39-91. (Cancelled) 



